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5 ^mi^m 

10 

15 g^fi&:J)'g?-t?l*a>5flB^$;h.TiN^o'l5iJx.r^.e»Ji?;b7^K^tKpe'je?>SI 

INT f*^M) , 5 - HTu S^tt^iStaSiJ («l#i^S:«3#M) . ^b^^ir^:>:y^m. 
m(.$^^WfXm^ #PJ . TNPRiSJgtt^J (4#it:S:iR4#M) . -^-PiitTtt 

7#M). 3;u^=ihpe>i&mgl^ffi#Mmi^^^^ Qfi^TKt^yu-tr 
-:j^.ee«ji?>»>e>itj^f'je;;u^i>^tKpeui;>ii^i**fctte'ji? 

1 



wo 2005/016910 



PCT/JP2004/012140 



M7KJ5i«J(::cfc'i>^j?fe5* A^II^$tt•rl^'5(i^#i^:ft:lSR1 20m)o L*^Ls ^loy^m 



15 tz^v. 'je>>ma))t^a>^s^<D^$M»^Mi:iM7cLr. eeui^v 

20 :K^<ir^:itltmLi^i$m^:$:m30m)o 




*#i^:fci>t2:;5KH4#itm6. 159. 990-^ 



5 





wo 2005/016910 



PCT/JP2004/012140 



m^:^U3 : P|^^^||99/03847-§- 
!NFfF:S:M4 : mm<&mmO^ /29026# 
^VflCmS: Hl^^^m02/42305-^ 

^mxms.^m^nm. 107. 301-^ 

<l#itS:iR9:*S!|#i*|g6. 316. 437-^ 
m^1ZM-\ O : Si^^PjillOl /62742-^ 
!t#fFXiit1 1 :SI^^§^m02/74767# 
10 nW^XmZ:^mZ003-5^Z370^^ 
^^XWi 3 1 -5061 1 8-^ 

I^J^i¥S:Ml:'l7^;U:?U'yK-XX--t^7'J(Walfrecl S. Saari)^ 
—■ ^;U-:f:^'>^-T'f'>-^;p-^5Xh'J— (The Journal of MediolnalChem 
Istry)". (T^'J*).T-?tU*'fb^ta^(The American Chemical Societ 
15 y). 1984^. p. 1182-1185 

l^i|#IlFXi^2:i>3—p-;UX George Lunn)^ :^-;^•:i|-^'•:^— 
^- 'y^^-^rSXhU— (The Journal of OrganlcChemlstry)'\ (T-Jt'J*). 
7^'J*4b^tS«(The American Chemical Society). 1 992^. p. 63 
17 — 6320 

20 |^!^i«FS:i^3:i?-V>-^'JXh:7-:>'^— 57^>h(Jean-Christophe Pla 
quevent). ^;U/NA-i^^— (Ilhame Chichaoul)^. "yiy7-'0-T=L-^- 
Vi/X-T"^5'^*"T3.-'7'7>X(Bulletln de la Soclete Chimique de F 
ranee) "(:7^>X).:7^>Xlb^#(Societe Chimique de France) . 1 
996^. p. 369—380 
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10 -r^i:*?*); 

(1) TlH-^fe^(I)■ea$*l-5^k^^!^fc<^:tK^<o^o 



R1 (*t;u^;uS> t;u^-;u»s t;i/^-->I/S. tu— ;Ht. r^un^i/^. 
15 T'J— 7|^;u5;u». *;U7K^5^^. *;u;|<-;u». 7l-^i/*;u7t?- 
;uSs *;u/<^'r;u^. x;u37T^-f;uS, 5^;^— t;i/^ 

R1 tR2fe^SigL-C^1tii$JI^JiKLr=fc«J:lNo 

R3(i7KSJ^^. 7^x;^5;^S, *;u7K4=-v». *;b7tt-;uS, :i- 




R2 



(I) 
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(2) TU-m^(\i)-c'mt^^it'^mts^xs'e<Di^o 

R4-(~^(^ll-li6 (H) 
R5 

5 TU— ;u:4-^VS. Th^us^bS. *;u7H^i/S. *;i/7i?=.;us, 7l-^i/*;U7t?=. 
x;u7H^;u». :*;i./^^-r;uS. xyi/^^r^-f^bS. 5^:*— ->u». t;u^ 

R6tt;Ki^li^. t;u^;uS. 7t^;u5;Hls *;u7l?^i/^. *;u7H-;uS. tI- 

(BL, R4i:R5i:T?MJKL'C^>Hf>^^fl^l^-r-5ii^. R6f*^^;U^^a*5 
15 ^tj:i\o 

(3) TiB-i5a5S(ni)-e^$*i^^b^iKa*5J;rj^-ea>ifeo 



R9 




(DI) 



5e (111)4'. 

20 TU— -/UTl-^i^S. 7r?;u5;ulfe. *;u7K^i/S. *;u7f?— ;uSs 7h+i/*;u7H— 
;ua. x;u7t^-;us, 7.)\^z?7=^^ 5^:*-— t;u^ 
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R9(*7K^11^. t;u^;u^. 7|>;u5;i/S, *;u;t?^i^^. *;u7t^-;b^> 
(BL. R7;b«^^IS^aoR8*<*^IS^a>ii^> R9(±X;U7fC=.;i/S$^$)&: 
10 (4) TIE— AStjC(iv)i?a$5h.-51k^ti*5«fct/-e<DiS„ 

.R12 




(IV) 



5cav)4'. 

R1 o(*7;i^^/u». t;u^-;u». t;1/^-;u». t'J— ;uS. T;i/=j^i^ 
TU— ;u:i-^->^> 7t^;i/5;uS, *;u7H4^i/^. *;u7}?-;us. :*-^i^*;u 
15 tK— >?./un^~;uS. *;u/<^-f ;us. x;u:7T^-f 5^:^— r 

/\py>jl^$at>-ro 

20 RI 0<i:R1 1 i:T'^f^SLr^^it^J^^I?)cLr^,<fcl^o 

RI 2(*7K^JI^. t;u^;u^. /1^jus;uSs *;u7|<^i^^. *;u7|?-;u^. ^ 
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(5) TU-m^(.\/)^m^Jti^i£if')i>:ymmWt^^o^>it^:>i»m^fz 




5 ™ ttm<g^*fci4:=.m«s^s^t)-r. 

;U:ip- ;US. T'J— ;US. T;U=i;4pS/a. T'J— ;U:*-^S^». 7tK;U5;i/S. 

1 0 x;u:77^ ;u». 5^:4— t;u^;i/5^^». tu— ;u^:<|-S. 

15 (cJ:-3-C^fi£**L-So 

g^p°p^mm> ^m<7)4'rHl<*tLT^ffl . 

3&eyi?;i/T^h^tKPeUi;>il#<**5J:l>*eUi^;ue^'Ji?>MS<*i:-?-4x^) 



20 f|B^^||j|g-ri,ycAft<Dftmc7>}^S 

:*:^BJ(D-«a5EC(I)~(VI)-ea^*L'S>^k•&iK!Ilcfcl^T. R1 ~R14A^^+?-r 
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T-K^T^i^^u. ^o^f'i/^u. ^■:^^-rv;u. ^^^"f v;u. 

i^<?n-^otf)u. i/^p:?^;u. i/^p^o^^^i/. i/^p^#e^ 
i/^p^>^5^;i/> i/^P:t-^^;u. i/^py- i/^p-xi/;i/'Sj:ifa)iSM. 

R1 , R4. R7, R1 0. R1 3fc J;t;R1 4;b<a*p-rT;U<r— 

R1 . R4. R7. R1 0> R1 3^3J:UJR1 4Mat:)1"T;U^— ;USt(*s X5^n;u. 

R1 , R4. R7. R1 0. R1 3fccfct/R1 4f)^mt>'t7^)—JV^tlt. ^Ji—Jl^. -T 
R1 . R4» R7. RIO, R13*5d;l^R14*<^t>f T;Hl^i/Si:l*s .?«h^*>. 

R1 . R4. R7. R1 0. R1 3fcJ;t^R1 43(»^at3'^7'U— ;U:5j-4r'>Si:tt, 

R1 . R3. R4. R6, R7, R9, R1 0. R1 2, R1 3fc.i;tXR1 4ii<m^'ti3Jl^7\^ 

-f ^'t7P-i';u. 5uxh-r;u. ^vy-f^u. •:^7h'r;u^^^5bt*o 
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R1 . R3s R4. R6. R7s R9. R1 0. R1 2. R1 3fc<ktKR1 4A<^t>'^:f^i/ 
*;U7H-->U^«tl*. ^iSJpt/^^UTt^-^U. Xh:^i/*;U7t^^-;U. tert-^f HJpi>:^ 

5 R1 . R3. R4. R6. R7, R9, R1 0. R1 2. R1 3*5J:t/R1 4A<^*:>f X;U7|^ 

— ;u^^(i, ^^;ux;U7tx=.;i/. x^;ux;i/7fxr:i;u. 3^pe;ux;U/t^— 

10 R1 . R3. R4. R6. R7. R9. R1 Os R1 2. R1 SfeJ^D^RI 4A<at)f 

N. N-i>'^^i/;i/*;u/<^-f;u.N. N-i?K-T'>;u*;i//^^'f;K n, N-i^-^ 

R1 . R3. R4. R6. R7. R9. R1 0. R1 2. R1 SfccfcD^RI ^i3<mt>^:^)\^'P 

_ys:^+>-^i/;ux;i/3'T^-r;Us N— :7xrL;ux;u:7T^'i';ut|<D^ygl^x;u 

;i/.N, N-i/:*-^^;ux;ix;7T^^;i/. N, N-7'h^'ri/^i/x;u:7T^^;u^ n, 
N-i/:7xzi;ux;u:7T^-i';u^(DS/B^x;u-77^'r;u^$^t)'^o 

R1 . R4. R7. R1 0. R1 3fccfcU^R1 4-iimt>i'T)\y^)l^'^:t&tlt. ^^JU 

:Lrf-)\^f-ir. 1f^i\^=f-i!r. 
25 -^=f-}V'f-ir. i!r<p=f)^'^-^. y=.;u^5j-. x*>;u5^7r". K7^'>;u^^, ^^^-y-xi/ 
;u5^;*-^<7)^^ifei ~2oa>7;uJp;u^:tS^^*:)-ro Ri . R4. R7. Rio. 
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R1 3fccfci;Ri 47b«at?-rT'j— ;u^/t-»i:i±. yji-ji'f-^i: -^■y=f-)\^=j'-t^ 

R1 . R4. R7. R1 0. R1 3fcJ;tlfR1 4*<at?^^^*^l'?t?=-'l'Sil*s ^5=^ 

;u^7l-*;U7l^-;u. X5^;u5=':t-*;u7t?-;u. ::f5=-;u^:^-*;u7t?-;u. 3^^^i^5=• 

R1 . R4. R7. RIO. R^^n^XSR^^tmt>•t'^\y^\^^t[t^ '^U'fh*, N 
R1 , R4, R7. RIO, R1 3i3J:tJjR1 4A^a3b-rT5y^i:l*s 75/ ;N--/^ 

juTsy, N-::?^;uT5y, n-'s^^^/^uts/s N-xi/;uT5y, n— rh^-r 

^y«^T5>'a;N, N-i>X^;W75y,N, N-i^^:^^;UT5y. N, N-i^ 
R1 . R4, R7, R1 O. R1 Sfcckt/RI 4-f}^mt>-tti)U7n-JUT^ymtlt. T 

25 R7. RIO, R13*5Jct;R14A<a^:)'r/NP'tri/ll^i:tt. Jfe^MT-. 
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R1 , R4. R7 . R1 0. R1 3fc JctXRI 4*^^t3t"^-rP^5^*t(±. S*- 1 0 

M.<om.m^'^tcit-m^(om.m. m.mts<^l^mm^h^m^^H^^ -mom 
5 Ty— eusv>. e'j^i^>. hUTe?>. hury— ^h^y— 5^ 

4^y^-9-'J>. ■^3'^Ui?>. -J^P^Vs ^>y5^ 
10 R1 -Rl 4(cfcCt^C;f^e)®Bm»liml^fi^»^WLTt^r4,d;<. i|#rc|® 
7)lyzi=3^iy^ :7x/^i/. TSy. T;U^;1^5^:^s :7xzi;U5^;j-, /\P^>I1^=-. ^ 

glS(±sEl::m^Sl^$WL•rt^-c* ■(5!lx.«T;u^;u. :7x^;u. rsy. /\p 

15 >f>J^^^A<^lf?.+i'So 

^tc. R1 i:R2. R4i:R5. R7i:R8. R1 0«1:R1 1 . R1 3<!:R1 4tT?^1iit^ 
^^J?gL-C%d;L^o A^A^'5^i:L■C(*> i/<?P^>7^>. i/^P'N^-feV. i^^P:^-^ 

ep— t°gi;>. vtKpe^>^a>^7^p^*<^if t)tL^o -Ht> 

R2. R5. R8. fccfctl^R1 1 (iJf*L<ld:7K^jlT*/=(*©t0ife1 ~1 2(DT;U 
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5 ^i/*;u7K-;u»-efey. #(cjt?*L<(*7KSjl^. T'j-;ugj^p<^;us. t 

R7. R1 0. R1 3fc cfct^RI 4(i»*L<l*m^iHl ~ 1 Z<07Jl^^)Vm> mM 

zzi?^.l:L-ci*. T;u*y#m^. T;u*u±m^S^. Tv^-OAti. 7 

'>^P^>5^jl/75>. ^>e?;UT£>. 7x:{5.5^;UT5>. e'^U ^^X 

20 mmtmnmmti^xit. mxiti^mi^s mitTi^mmi^. a^it^mm^s 
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10 




61 646-^, ^mzoo^ -261 647-^^(ciBSa):^Jil::cky'a'fi£-r'5c:i:7!)^Rr 

i?;u;*-^v*;u7f<=.;u:5^P5h\^>e;;u;l-^i/*;u7t?-;u3— e^K^*<^ife> 
20 ;u^p^-rK-^36y. J:y*f*L<(±^>i^;u:^P5Kt?fc^o /\p^>^b^>v^u 

ll(D^fflMl*tfbfye>>^#i*1mol|C^L. Jf^UliO. 5-2. OiSmol-^ 
fey, J:yjf*L<(iO. 9~1. 2iSmoltrfc'g>p^>v;i':*-^i^*^U/1?— 
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■e&y. j:y»*L<(*i. o~i. sf&moi-efe-So 

4«>-/<^v'^A. /i3i>0M.±m. 7mit/^=7^j'^M.. mit^^^V'^M.mijm 

its ji^'r-OM.mm^^jti. ;uirnrt7AtiitT;u5-i-. ji.7--^M.m^m.m^ 
20 If p,*tSo ov^AmmmtLxit. ni>'^j^mwi^')±mm. ae?'t7Asi#T 

^(T^AxM^«)7&^fflL^&^^So «fcy»*L<(«M<b^i|a"et«S$;txfc/^^ 

01 -^z^mmommx^m^Jti^t)^. jf*L<i*o. oo5~nsma> j^y^tf* 
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L<l±0. 008~0. 08<$M»CD®5@lT?fc-§)o *fc2^JJl±(DMi^^;l^L-Cm 

-m^be^(T^AXftliJ«)-eifeSo 

v>ilS**^ic>^L. il^o. ooi~2jga»(Dl5H-efey.$f*L<i*o. oos 
~if§a»(D^fflT?fey. «fcy»*L<(*o, oos-o. 08j§fi»a)iBHi?&'So 
eyi?;be><ui»is^^^-r'5Ji^. eeyi?>^#t*:i::*fL. s^o. ooi 
-afgmaossffl-^fcy. »*L<(io. oo5~n&ms<D®fflT?fey. 

15 *L<l*0. OOS'-O. H§Mm<Dl5H'efe'i>o ilTcJSJ^^ajJSlSjaJtl*. j1^2 

o~200''c^?^f*^tL'5A^. jff*L<(*20'-ioo''ca)ISH. J;y»*L<l±30-' 
80°c<z>iSH-r?fc'S<, 

^K^iKis 7K0*'x$^^ffl-r-i)<i&. -(vzra/iy—jwmom.mm'-ecD-m. 

20 ^;/W7lC7t^X:7T'rF'-^hU':7A. /\'f7K7NX-77'-f h^yt^A^aJ/WT^Tf^X:? 
T>rhT;U*y ; -OKU > : *5 J=t;^mT>^-'!7 AIKDTV^- 

'5^05^$fflt^'Sc:<!:A<■^!#<SoZ;|^^)(*2SJ^i±a)7K^as$;B^Lrfflt^'Sc: 

25 o~20. oookPa(Dmmxnt>ti. eyi^;i/-rh^tKP t°yi> 

>|^$-&J?fe-r'5ii-&, J?*L<I±100~10. OOOkPa(D©ffl-Cfey. jcy*?* 
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i?*L<tt100'-10. 000kPaa)iSH-^fcy.d;yi^*L<tt300'-1, 000k 

;u7t^;uAT5h\ N. N-i>y5^;UT-bh75h\ N-p«^;uepgK>JE»:if(0M14 

10 ;u^Jtji:i?x-5^;ux— T-;Us i^-rv^Phf;ux-T-;u. iP::?5=-;ux-i^;u, ^ 
5=-;ut-:?5^;ux— r;u. ■=rh^tKP:7^><P^05x-7^;u^j§ii^, fiitt, |^ 

~50^mMa>l5ffl-C^ffl$*L^A<. J:y»*L<ld:2'-30<gfift. «*:y»*L 

<tt5~ 1 of&aM<D®ffli?a&§o 

JSJtxJ^7f^>>^fiBja>ib^!|^-c?fe§ifUi?;ui^h^tKpeui;>^*fctte 

C;h.'b(D:;^i£(*.^3iXI*20fel±m^^*p1±Ti^ig^ffac<!:lc<fcy, 
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CONHPh COOH 




SOjPh COMe 
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5 ^^-TA^ :*:f|BJIic:*tP>a>^b^i^^cRS^$*tSt.a>■e^*3^i:l^o 
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5 




10 r^Tofco 

5_^:5i;i,_2, 4'-lft°'Jv>10g(D-l'V::^Pt°;UT;UrJ— ;i/70mU§;^lc 
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BE1 QekPa-ezmS^Lfc^^ SO^C, 7Kl^JE490kPa-t?7Ki^**:;^5400mL<D 

5 kPa-C'1 4. Og(C/j:-g)*-C'MlEilliLs 7K50mL t25%7K^^b:^h•J 't? A7K}i 
mi Og^AQ^s i¥mx5^;U200mL-e3lHltttHL. ^^Jf^/BSSL. #f tBLtr^ 
^^IfeiSL-C. ^llfe$ga<D a Wil^S. O0g$#fco 1|R¥48% EI-MS : (m 
/z)176(M") illi^QO. 0-92. CC 

mmmz 5-^5^;u-i'. 2'. 5'. 6'-7^h^tKp-[2. 4']-et°'jv> 

10 ((D-lXD^fiK 

5-.;«^;u-2. 4'-ebf'je^>iogfl)-i'v:^pfcf;uT;u3— ;u70mL?g?S(z 

A-SbI^I. Ogi:hUx5^;UT5>6. Og^^iPU h^^u— 

1 96kPaT?2|lieg|Lfc^s SOtJ, tKI^IEI 96kPa-e7K^**X4200nnLa)?R 

15 JlX35^lS!|*5'5*T?3^PB^q^C^32.^f£oM^fiJ^<D^.M^«^^iiSLfcjS^ 33 
kPaT?1 8. OslZta^^VmS-^^^U 7K50mL t25%7K^^b:^h'jOA7K^ 

JS1 Og^jtaK-s it^x^;u200mL-^3lsiaaiLfco ^^P^I^iiL. #e>3Ktc 

20 fi*|iK!l4. 1 g^#fr:o *l^40% EI-MS: (m/z) 1 74 (M*) l!ll^78-80°C 

mmms 5. 6-i?->t5^;i/-i'. 2'. s'. 6'-^h^tKP-[2. s'leeui^ 

>((I)-34)(©^Jife 
5, 6-i^-/5^;U-2, 3' -lfbfUi?>1ga)-<V^Pt°;UT;i/n— ;H5mL^ 

25 JSfSjglCI 0%/^^-:^'!7AM^0. 1 8gth'JX^;UT5>0. 59g$^*nL. ^ 
'-[-<?ly—y^VmmE.'\ 96kPa-^2llIBi^Lfcf^. 80°C. 7K^I±1 96kPaT? 
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jtalLfc/'S^I. 33kPa-ei. 70g(-^j:'S*'e^l±ii$iL. 7K50mL i:25%7K 

'^^^^M'^^^tLXO. 20g#fco i|R^20% EI-MS : (m/z) 1 88 (M 
*)ill^102-104''C 

ll»J4 1-/<>ix;b-4-(5'-P«5^;U-2'-tfUi?;U)-1. 2. 5. 6— r 
h^tKPtf' Ji»( (I) - 1 4) a)-&j?£ 
10 5->5=-;u-2, 4' -ee'jix>iga)'rv3>'ptf;uT;u=i— ;n SmL^JlSl^a 
^b^>i;;n. osg^jnx.. 50'tJT?5^rB'i^#Lfco J5i;5jfti-2%e^i^^o. 

08g<tH';x^;U75>0. 59g$,^ijnL. h'57U— ^J-^^M^EI 96kPaT? 
2iaS^Lfc=^. SS'C. 7K^E390kPa-e7K^:tfX260mL(Z)l!Ri|R;!)^^3h§ 
*■^3^^1lft#Ji^/£o ^^mSI^.MJ«^li)fiLf=j«$1. 33kPat?1. 70g 
15 ic^c^^-eMEiiliL. 7K50mL <!:25%7KM'(b:>-h'J'>A7K}§?SlOg^SP^. 
ilF^X5^;U50mL-^3|£ltttHLfc„ ^^H^^^iL. #e)ttfcH<*^40// mi/ 

]IX^32% EI-MS: (m/z) 264 (M*)li^71. 4-73. A°C 
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(I)- 1 (I)- 2 (I)- 3 




(I)- 4 (I)- 5 (I)- 6 



MeOCHN 
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(I)- 7 (I)- 8 (I)- 9 




10 (I)-12 (I)-13 (I)-14 




(I)-17 (I)-18 (I)-19 
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5 




(I)-27 (I)-28 (I)-29 




10 (I)-30 (I)-31 
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wo 2005/016910 PCT/JP2004/012140 



MeOCHN 




(n)-i7 (n)-i8 (n)-i9 




(n)-2o (n)-2i 




(n)-22 (E)-23 (n)-24 




10 (n)-27 (n)-28 (n)-29 
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5 
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(in)-i8 0^ (n)-i9 



f 




V-0 (DI)-2 1 0 

(Iff) - 2 O 0 





(n) - 2 2 0 

HCI HCI .HCI 

(iff)-2 (iy)-3 
(i7)-4 HCI .HCI (n^)_6 "CI 

""^^K^ ^"^C^ ^^-^ 

.HCI (iv)-8 (iv)-9 



(IV) - 1 3 




(W)-15 07)- 16 0 
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(n)H25Cl 




5 ^1 









MS FEI M+1 


■ 


rnmM 






MS FEI M+] 




(IM 


78.0-80.0 


174 




24 


( I )-20 


138.0-140.0 


405 


6 


(I)-2 


73.0-74.0 


239 




25 


(I)-21 


68.0-70.0 


278 


7 


(I)-3 


75.0-77.0 


185 




26 


(I)-22 


60.0-63.0 


308 


8 
9 


(I)-4 


163.0-165.0 


203 




27 


(I)-23 


98.0-99.1 


372 


(I)-5 


94.0-96.9 


204 




28 


( I )-24 


95.0-97.0 


319 


10 


(I)-6 


90.0-92.3 


175 




29 


( I )-25 


168.0-170.0 


337 


11 


(I)-7 


140.0-142.0 


217 




30 


( I)-26 


88.0-90.5 


309 


12 


(I)-8 


148.0-150.9 


236 




31 


(I)-27 


157.0-158.9 


351 


13 


(I)-9 


134.0-136.7 


270 




32 


( I )-28 


125.0-126.9 


370 


14 


( IHO 


131.0-132.2 


315 




33 


( I)-29 


109.0-110.9 


404 


15 


(I HI 


81.0-83.0 


188 




34 


( I)-30 


145.0-147.3 


449 


16 


(IH2 


71.4-73.4 


264 




35 


(I)-31 


63.0-65.0 


322 


17 


(IH3 


79.0-81.0 


328 




36 


( I)-32 


102.0-104.0 


188 


18 


( I)-14 


78.0-107.0 


275 




37 


( I )-33 


158-181 


188 


19 


(IMS 


178.0-180,0 


293 




38 


(I)-34 


232 decomp. 


236 


20 


(I)-16 


113.0-115.4 


265 




39 


(HH 


90.0-92.0 


176 


21 


<IH7 


178.0-180.0 


307 




40 


(n)-2 


79.0-81.7 


241 


22 


(I)-18 


149.0-150.9 


326 




41 


(n)-3 


90.0-92.3 


187 


23 


(I)-19 


128.0-130.0 


360 




42 


(n)-4 


178.0-180.1 


205 
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MC rPI IWI4*1 
IviO LCI mTj 


43 


( II)-5 


no /% Ail 4 

92.0-94.1 


ZUo 


44 


(n)-6 


<25 


177 


45 


(l)-7 


40.0-42.0 


219 


46 


^ IT \ O 


1 uy.u— 1 1 u.y 


ZOO 


47 


(n)-9 


130.0-132.2 


272 


48 


(n)-io 


148.0-150.9 


317 


49 


(EHI 


95.0-97.6 


190 


50 


(n)-i2 


74.0-76.3 


266 


51 


(n)-i3 


94.0-96.7 


331 


52 


(n)-i4 


103.0-105.6 


277 


53 


(II)-15 


173.0-175.0 


295 


54 


(n)-i6 


<25 


267 


55 


(n)-i7 


148.0-149.1 


309 


56 


(n)-i8 


123.0-125.1 


328 


57 


1 (n)-i9 


132.0H34.9 


362 









MS [EI M+1 


58 


(I[)-20 


163.0-165.1 


407 


59 


(II)-21 


63.0-65.0 


280 


60 


(n)-22 


69.0-71.9 


310 


61 


(E)-23 


92.0-94.1 


374 


62 


(E)-24 


56.0-58.6 


321 


63 


(n)-25 


153.0-155.0 


339 


64 


(H)-26 


79.0-81.7 


311 


65 


(n)-27 


115.0-117.2 


353 


66 


(n)-28 


106.0-108.3 


372 


67 


(E)-29 


115.0-117.2 


406 


68 


(n)-30 


132.0-134.9 


451 


69 


(n)-3i 


65.0-67.5 


324 


70 


(n)-32 


181-194 


190 


71 


(n)-33 


228 decomp. 


238 



5 as 

1b^i|^## ili^rc) MS <H-NMR ^ 

(n)-6 <25 177 (CD3OD) 1.93-1.99(m, 2H), 2.05(d, c^l2.8Hz, 2H), 2.86- 

2.93(m, IH), 3.12(td, ^12.8Hz. 3.2Hz, 2H), 3.49(d, 
JE=12.8Hz, 2H), 7.06-7.1l(in. 2H), 7.95(s. IH). 



( EM 6 <25 267 (CDCI3) 1.73-1.88(m. 4H), 2.08(d, J5=ii.4Hz, 2H), 

2.60(m, IH), 3.00(d, c^ll.4Hz, 2H), 3.53(s, 2H), 6.88- 
6.97(m, 2H), 7.22-7.35(m, 5H), 8.02(dd, JE=8.4, 2.5Hz, 
IH). ^ 
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^4 

it-^^m^ ISUSCC) MS 'H-NMR 



(inH 

(III)-2 
(III)-3 
(MM 

(ni)-5 

(III)-6 

(ni)-8 



(ni)-9 

(ED-IO 



(mHi 

(III)-12 
(fflH3 



(ni)-i4 
(niHs 

(III)-16 

(n)-i7 



(ni)-i8 

(ffl)-19 

(n)-20 
(n)-2i 

(in)-22 

(III)-23 



73-75 
106.5-109 
173-174 
162-163 
260dec. 
224-225 
168-169 
<25 



89-90 
<25 



99.3-101.1 
158-159 
<25 



<25 
<25 

<25 

<25 



91-93 
122-123 
35-37 
<25 



<25 



<25 



239 
205 
175 
328 
204 
190 
252 
329 



321 
322 



295 
307 
418 



(CDCls) 2.37(m, 2H), 2.60(t. JE=5.6Hz, 2H), 3.50(dd, JE=2.4. 
4.4Hz, 2H). 3.7l(s, 2H), 6.64(m. IH), 7.25(t, e^=7.2Hz. 2H), 
7.32(t, J^7.2Hz, 2H), 7.38(t. J^7.2Hz, 2H), 7.69(dd. «;e=2.4, 
8.4Hz, liO, 8.55(d, JS=2.4Hz, IH). 

(CDCls) 1.43(t, J^7.2Hz, 3H), 2.43(ni, 2H), 2.64(m, 2H), 
3.58(s, 2H), 3.75(m. 2H), 4.38(q. J=7.2Hz, 2H), (6.84(m, 
IH), 7.26-7.56(m, 6H), 8.2l(m, IH), 9.13(s, IH). 



(CDCla) 0.89(t, JE=6.7Hz, 3H), 1.27-1.3l(m, 17H), 1.60(ni. 
2H). 1.7l(m, IH), 2.39(m, 2H). 2.56-2.63(m, 4H), 3.57(s, 
2H). 3.74(s. 2H), 6.36(s, IH), 6.60(ni, IH). 7.25-7.43(m, 
7H). 

280 (CDCls) 2.38(iii, 2H), 2.65(t, ^5.7Hz, 2H). 3.55(m, 2H), 
3.74(m, 2H), 3.86(s, 3H), 6.52(m, IH), 7.14(m, IH), 7.26- 
7.43(m. 6H), 8.24(d, J£=2.9Hz, IH). 

342 (CDCls) 2.40(m, 2H), 2.63(t, J^5.8Hz, 2H), 3.56(ni, 2H). 
3.75(e, 2H), 6.58(m, IH), 7.02(m, 2H), 7.15(t, e^7.3Hz, 
IH), 7.24-7.43(m, 9H). 8.33(d, .^2.8Hz, IH). 

373 (CDCls) 2.37(brs, 2H), 3.64(t, J^5.6Hz, 2H), 4.47(dd, 

e;^2.4, 4.8Hz, 2H), 5.19(s. 2H), 6.72(brs, IH), 7.32(m, 6H0, 
7.75(dd, J^2.4, 8.4Hz, IH), 8.58 (d, J5=2.0Hz, IH). 

366 (CDCls) 1.43(t, JS=7.2Hz, 3H), 2.44(m, 2H), 3.68(t, 

«^=5.7Hz, 2H), 3.96(8, 2H), 4.42(q, J^7.2Hz, 2H), 5.22(s, 
2H), 6.92(m, IH), 7.32-7.48(m, 6H), 8.25(dd, J5=1.6, 8.4Hz, 
IH), 9.16(8, IH). 

339 
351 
462 

324 (CDCls) 2.38(m, 2H), 3.67(t, <^=5.7Hz, 2H), 3.88(s, 3H), 
4.50(s, 2H), 5.22(s, 2H), 6.6l(m, IH), 7.18(m, IH), 7.32- 
7.43(m, 6H), 8.28(s, IH). 

386 (CDCls) 2.44(m, 2H), 2.68(t, e;^5.7Hz, 2H), 4.5l(s, 2H), 
5.2l(s, 2H), 7.05(d, ^8.0Hz, 2H), 7.2l(m, IH), 7.32- 
7.43(m, lOH), 8.38(s, IH). 

238 (DMSO) 2.47(m, 2H), 2.99(s, SH), 3.30(t, .^=5.6Hz, 2H), 
4.23(m, 2H), 6.95(m, IH), 7.57(t, J^6.2Hz, IH), 7.87(d, 
e^S.lHz, IH), 8.12(t, .^=7.2Hz, IH), 8.63(d, «^5.0Hz, IH). 



36 



2005/016910 



PCT/JP2004/012140 



^5 



it-^^W^ Hi^rc) MS ^H-NMR 

(1V)-1 <25 233 (DMSO) 1.70(m, IH), 1.84(m. 2H), 2.02(m. IH), 2.89(m, 

IH), 2.92(s, 3H), 2.99(8, 3H), 3.18(m, IH), 3.27(m, 2H), 
3.43(m, IH), 7.53(d, JE=8.4Hz, IH), 8.26(dd, J^8.4, 2.4Hz, 
IH), 9.00(s, IH). 

(I7)-2 147-148 177 (CDCI3) 1.79-1.89(m, 3H), 1.98(d, J^B.OHz, IH), 2.83(m, 

IH), 3.25(d. J^lO.SHz, 2H) 3.42(m, 2H), 7.63(s, 2H), 
7.95(s, IH). 9.37(m, IH), 9.6l(m. IH). 

(]V)-3 50-51 330 (DMSO) 0.83(t, J^6.6Hz, 3H), l,22(m, 13H), 1.27(m, 5H), 

1.59(m, 2H), 1.89(in, 3H), 2.04(m, IH), 2.74(t, JE=7.8Hz, 
2H), 2.86(m, IH), 3.27(d, *;e=12.0Hz. IH), 3.42(m, IH). 
3.48(d, .^12.0Hz,lH), 3.62(m, IH), 7.93(d, e^7.8Hz, IH). 
8.40(d, .^7.8Hz, IH), 8.70(8, IH), 9.52(m, IH), 9.87(m, 
IH). 

(]V)-4 <25 254 (CDCI3) 1.65-1.90(m, 3H), 2.06(m, IH), 2.89(d, ^12.0Hz, 

IH), 3.29(q, e^=11.4Hz, IH), 3.48(d. J^12.0Hz, IH), 
3.57(m, IH), 6.94(d, JS=8.4Hz, 2H), 7.68(d, cf=8.4Hz, IH), 
7.86(d, J^8.4Hz. 1 H), 8.55(d, «^7.2Hz, IH), 8.93(s, IH), 
9.48(m, IH), 9.69(m. IH). 

(iy)-5 88-89 192 

(Wy-e 179-180 254 (DMSO) 1.68-1.72(m. IH), 1.84(m. 2H), 2.00(m, IH), 

2.86(m, IH), 3.15(m, IH), 3.27(m, 2H), 3.40(d, J=ll.mz, 
IH), 7.07(d, e^7.8Hz, 2H), 7.20(t, J^7.8Hz, IH), 7.43(t, 
«/£=7.8Hz, 2H). 7.48(d, J£=8.4Hz, IH), 7.54(m, IH), 8.36(s, 
IH), 7.26(m, IH). 7.30(m. IH). 

{W)-7 <25 206 (DMSO) 1.70(iii. IH), 1.84(m, 2H), 2.02(m. IH), 2.89(m, 

IH), 3.18(m. IH), 3.27(ni, 2H), 3.43(m, IH), 7.49(d. 
JE=7.8Hz. IH), 7.90(dd, J£=8.4, 2.4Hz. IH), 8.59(8, IH). 

(r7)-8 <25 323 (CDCI3) 1.58-1.65(m, IH), 1.79(m, 2H), 1.97(m. IH), 

2.13(m, IH), 2.34(m, IH), 2.95-3.09(m, 4H), 3.01(8, 3H), 
3.1l(s, 3H), 3.62(s, 2H), 7.23(d, .^7.8Hz, IH), 7.25(m, 
IH), 7.32(t, J^7.5Hz, IH), 7.36(d, J£=7.2Hz, 2H), 7.67(dd. 
cJ^A, 7.8Hz, IH), 8.58(m, IH). 

(IV)-9 <25 309 (D2O) 1.57(dq. ^^3.0, 12.0Hz. IH). 1.80(d, .^7.8Hz, IH). 

1.90(m, IH), 1.95(d, JS=H.4Hz. IH), 2.2l(s, 3H). 2.24(in, 
IH). 2.45(m, IH), 3.04(m. IH). 3.15(m. 2H), 3.73(m, 2H), 
7.09(d, J&=8.4Hz, IH). 7.29(d, e^7.2Hz, IH), 7.34(t, 
c^7.2Hz, 2H), 7.42(d, «;e=12.6Hz, 2H), 8.0l(d, e;5=6.6Hz. 
IH), 8.53(8, IH). 

(]V)-10 <25 420 (CDCls) 0.88(t. JE=7.2Hz, 3H), l,25(m, 13B0, 1.29(m, 5ED, 

1.55-1.63(m, 3H), 1.78(m, 2H), 1.96(m, IH), 2.08(m, IH). 
2.27(m, IH), 2.54(t, .^=7.8Hz, 2H), 2.94(m, IH). 3.03(m, 
IH), 3.08(m, IH), 3.60(s, 2H). 7.08(d, J£=8.4Hz, IH), 
7.24(dd. «^7.2Hz, IH), 7.30(t. .^7.2Hz, 2H), 7.35(d, 
e^7.2Hz, 2H), 7.39(dd, c^2.4, 8.4Hz. IH). 8.34(s, IH). 
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^6 



i:^CC) MS 'H-NMR 



(]V)-1 1 <25 282 (DMSO) 1.58(m. IH), 1.74-1.77(m, 2H), 1.94(jn, IH), 

2.05(m, IH). 2.91-3.06(m, 4H),3.57(s, 2H), 3.8l(s, 3H), 
7.08-7.12(m, 2H), 7.24(t, .^7.2Hz, IH), 7.30(t, J5=7.2Hz, 
2li), 7.35(m, 2H), 8.22(d, «^3.0Hz, IH). 

(1V)-12 <25 344 (D2O) 1.60(m, IH), 1.8l(m, IH), 1.93-2.00(m, 2H), 

2.20(m, IH), 2.43(m, IH), 3.04(m, IH), 3.18(m, 2H). 
3.73(m, 2H), 6.99(d, e^8.4,2H), 7.12-7.15(m, 2H0, 
7.20(dd, J^3, 9Hz, IH), 7.28(m, IH), 7.32-7. 36(m, 4H), 
7.4l(m, 2H) , 8.3 l(s, IH) 

(1V)-13 <25 344 (CDCI3) 1.61-1.7l(m,lH), 1.88(ni, IH), 2.05(m, IH), 

2.17(m, IH), 2.42(m. lH),2.78(m, IH), 3.23-3.49(m,3H), 
3.90-4.01(111, 2H), 6.97(d, ^12.6Hz, 2H), 7.12(d, 
^12.6Hz, IH), 7.30-7.4l(m, 6H), 7.5-7.52(m, 2H), 
7.63(d, .:^12.6Hz, IH), 8.6l(s, IH) 

(IV)-14 <25 462 (CDCls) 1.65-1.70(m,lH), 1.83(m, IH), 1.92(m, IH), 

2.0l(m, IH), 2.22(m, IH), 2.50(m, IH), 3.06(m, IH), 
3.2l(m, 2H), 3.80(m, 2H), 5.29(s, 2H), 7.25-7.30(m, 4H). 
7.34(t, J5=7.8Hz, 2H), 7.37-7.43(m, 6H), 7.46(m, 2H), 
7.54(d, JE=7.2Hz, 2H), 7.78(d, J^7.2Hz, IH), 8.7l(s, IH). 

(IV)-15 <25 367 (CDCla) 1.63(ni, IH), 1.80(m, 2H), 2.04(m, IH), 2.9l(m, 

2H), 3.02(s 3H), 3.13(m, 4H), 4.2l(m, IH), 4.3lOn, IH), 
5.16(m, 2H), 7.23(m, IH). 7.36(m, 5H), 7.72(m, IH), 
8.6l(s, IH) 

(1V)-16 <25 353 (CDCl^ 1.48(in. IH), 1.68-1.73(m, 2H), 1.94(d, 

e^ll.4Hz, IH). 2.05(s. 3H). 2.74(in. IH), 2.76-2.90(m, 
2H), 4.03(d, e;£=13.8Hz, IH). 4.13(m, IH), 5.09(ni, 2H), 
7.24-7.36(m, 6H), 7.96Cm, IH), 8.58(8. IH), 10.10(s, IH). 

(IV)-17 <25 464 (DMSO) 0.88(t, JS=7.2Hz, 3H). l,28-1.30(m, 20H), 

1.59(m, 2H), 1.78(in, 2H), 2.04(m, IH), 2.57(t, J5=7.8Hz, 
2H), 2.84(m, 2H). 3.08(m. IH). 5.16(m. 2H). 7.09(ni. IH). 
3.62(m, IH). 7.30-7.36(m, 5H). 7.43(m, IH). 8.36(s. IH). 

(IV)-18 <25 388 (D2O) 1.62(m, IH), 1.79(m, 2H), 2.06(m, IH), 2.9l(m, 

2H), 3.1l(m. IH), 4.17-4.33(in. 2H), 5.09-5.30(m, 2H), 
7.0l(d, J^8.4Hz. 2H), 7.16(t. J£=8.4Hz. 2H), 7.31-7.40(m, 
8H). 8.33(s. IH). 

(1V)-19 <25 506 (CDCI3) 1.64(m. IH), 1.72(m. 2H), 2.10(m, IH), 2.94(in, 

2H), 3.16(m, IIO, 4.33(m, 2H), 5.17(m, 2H), 5.30(s, 2H), 
7.29-7.47(m, 13H), 7.56(d, e/5=11.5Hz, 2H), 7.80(8, IH), 
8.74(8, IH). 
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(i^x-r -7^^— K^:^— gl40-7-r^ p ) (ciiLri^^x5^;u-ej§tb 

7^^— ^-f*-ii4o-7-r'^p)icaiL-cH;i/x>i?j§tiiL, mi^^mmu mm 
^muz^. mmmt:mmLm^Jixtzmmm^m^^u mi^Ltzmm^mmL 

—■:^^XmmS.'l QekPaXZmW^Ltzm.. 80°C. 7K01±49OkPa-e7K^** 

x340mL<Dl!RW^;b-5*T•5^Bgl!fe#3a^f£„ ^ifes^^. mm^mML 

tz7^^^. 33kPaT?10. OglZJSr-S^-^MKji^Ls TKSOmL i:25%7K^'fb-^- 
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mi 











48 


20 




2 


6 




10 


24 



iR^finss^i A<48%!&:(DrcML. 2o%<i:^£^^o z<Dc.tti^i^. ^%m(omj^ 
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m M o m m 




5 S£(I)tf. 

TU— ;U:j-^vSs 7t^;U5;U». tiJVT^^i^^^ tiJV7^—J\^&. 7|-^v:tj;U;t?— 

;u». x;u7t%^;u^. *;u/<^-f;uS, A;u:77^'f ;u^s ;uat. t;u^ 

R3(*7K*J1^. t;u^;uS. /-f^;u5;u». :b;U7|?^i/a. :^;u7K^;ua. 7|- 
2. TIB-jigiC(n)-??a^?tiS4b^iK8fcJ:tX'ea)^o 




R5 



1^(11)4'. 

TU— 7tK;i/5;uS. *;u7K^i/S. *;u7H-;uS. :f 
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5 R6it7\f.mm=F> 7|%;i.5;us, *;U7t?^i^Ss *;u7i^:^;us. 



10 3. TwA-$SL^im)xm^H^it'0imtS^XS'^(Oi^c 



(HI) 




T'J— ^I'jj-^i^m. 7tK;u5;u^. *;U7t?^S/». *;i/7t?~;uS. ;d-^v*;u7f?- 

20 R7<!:R8i-eB3SLT^^Jt$fl^J?gL-C^,<*:t^o 

R9(*7K^ll^. t;u^;u^, 7|^;u5;uSs *;u7t?-;uS. 
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